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The title compds. [I, Rl = H, lower alkyl, lower alkenyl, phenyl-lower 
alkyl; R2 = Q (wherein X, Y, Z = CH or N; R4, R5 = H, lower alkoxy, halo, 
or NH2) ; R3 = H, halo, N02, NH2, lower alkanoylamino, lower alkoxy, OH, 
lower alkyl, lower alkylthio, satd. 5- or 6-membered (lower alkyl) 
heterocyclyl, 5- or 6-membered heterocyclyl-lower alkyl; the linkage 
between 3- and 4 -position is a single or double bond] were prepd. as 
cardiotonics, etc. 7-Methoxy-6-carboxy-3, 4-dihydrocarbostyril 0.3 and 
3, 4-diaminopyridine 0.16 g were added to a 1:10 mixt. of P205 and Me2S03H. 
The mixt. was heated 2 h at 100. degree., poured into ice-water, and made 
weakly alk. with 10% aq. NaOH and satd. NaHC03. The pptd. crystals were 
removal by filtration, washed with H20, dried and purified on a silica gel 
chromatog. to give, after . acidification with HC1 in EtOH, 0.29 g 
7-methoxy-6- [ IH-imidazo [4 , 5-c] pyridin-2-yl] -3, 4-dihydrocarbostyril 
(II) -HC1.H20. II.HC1.H20 at 300 n mol increased myocardial contractility 
23.1% and coronary blood flow 0.4 mL/min in dog heart in vitro. 1 ML 
ampules? were formulated from II 500, polyethyleneglycol 0.3, NaCl 0.9, 
polyoxyethylenesorbitan monooleate 0.4, sodium metabisulf ite 0.1, 
methylparaben 0.18, propylparaben 0.02 g, and water 100 mL. 
119714-56-6P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of, as cardiotonic) 
119714-56-6 - CA 
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NEW MATERIALA compound expressed by formula I [R<1> represents H, lower alkyl, lower alkenyl or 
phenyl lower alkyl; R<2> represents formula II (X, Y and Z represent -CH= or N; R<4> and R<5> represent 
H, lower alkoxy, halogen atom or amino); R<3> represents H, halogen atom, nitro, amino, lower 
alkanoylamino, lower alkoxy, etc.; bonds at the 3- and 4-positions of carbostyril skeleton are single or double 
bond] and salt thereof. 

EXAMPLE:8-Bromo-6-[1H-imidazo-(4,5-c)-pyridin-2-yl]-3 ( 4-dihydrocarbostyril-hy drochloride.monohydrate. 
USE:A cardiac, hypotensor and antiphlogistic, which has low toxicity and small side-effect. 
PREPARATIONS compound expressed by formula III is reacted with a com pound expressed by formula 
IV, as necessary, in the presence of a solvent (example; water, methanol or THF), preferably at room 
temperature -200 deg.C for 1-1 Ohr. 
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±E»7cgJSCa?fr>-C, R« tfffi«7A>* 
A/»«^y-jRSC ( 2 f > ©ib^ft€-ffl^2.«^ 
B, KfcSttOCOOR 8 »t>COOHS«Cg» 



tFQ75>, ?**V>* ?^^ s >Iji>S 
OI-T*», y^y-A/, X^y-A/, -fV7 
CJ/W-/K 72 / -/l/S©7A/3-fl/SU RH 

A/ 1 ; >»MJ 7 5K#©#7a h>£41t£8K\ 
(16) tuT«, «^Key?>, 4=yy>s 
««> -fist (15) ©fcsaic»UTa«ij>o 

©A5aST»4. gfitt, -S2tC«50~200 

•ces> »$o<«tt70~i 50 ices© as 

*#"F<C, W 1 ~1 08*iS*Bl,TlTfct>n$. 
±Egf5C«fct)»6n*-]8a (1 7 ) ©(fc& 

ay ?AS©afH»ffl« tub £%»©*& tic. 
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T, 2Jg~W1 5 0*Cg«©SKT«Ctt1 ~1 0 
«SeR*B0TfT4^», u©J)lJ**)»KISIC 
J: 0 , HflO-lUa (2 0) ©fcs&s-sis-e* 

So 

W, ±EE(S5£- 7lC^-rS&IC»^T, Rill 

t bTWffl$n*-ssia ( i 5 ) rofcaujtt, r 

TttfTEKtSS- 8 tnt Affile <fc<9, «SlT* 
<KfSi£-8 ) 



X. CHa COXa 
R 3 (19) SB 



(Xi CHa CO) a 0 
(2 0) 



(18) 



X. CHa C 
I 



N^O 

° i. 

(15) 

(j£tt»R' » R 3 ; Xi , Xa RtfX>/l/#7*?-U 



ttMVT 63-230687 (9) 

A/ft«©3. 4-ttttftttftClcni;. ) 
-RS (18) aflsft**:, -«5t (19)© 
fc2«!Xtt-»5S (20) ©<b£«J£©E(S«» 

Ttt, fl%«=ftfc*ft« -hn^>tf>, 

h??** 1 )*, astftftswircrsa. 

(18) ©ft&ftlC»OTfi2~6fit;H, » 

*>< tt « 3 - 4 « * n> ft e « 1 1 a © # » a t 

35*. -ft* (19) ©fc&foXtt-fij£ (20) 



©fl:£&©ffisa«, (18) ©flsStoc 

i§fc2S~W1 20TJSR, #2U<tt2S~tt 

7 oic©as-F«c3ij8?n, fflv>5naismfc6 

«», MJK (W^ft) , ElSiflSSlCfcUT, ft 
3 0»~2 4©raeBfC»7T*. 

* « eg © * /u * :* y- y n, s? a «c s xs z © ft «t , 

*fcTEE(6i$- 9&V- 1 OC^y^aflCfco 

<stsa-9> 



R s 



R 3 R 1a X, 



H 

( 1 a) 



(7) 



N'X) 



R 1a 
( 1 b) 

(J£*R 8 » R 3 , R 1a , X. EiVUimzi-V 
±EEfS5£-9C** ^fttCtt^-KiS ( 1 a) 



©fc6«9£-J8SC (7) ©fcS&tCEf&tt, S& 
EKF53£-4«C*bfc-«sS ( 6) ©fc&«J<!:- 
ftiS (7) 0fcS«li©EI5i:igH*tCUT£ffi* 

<sisa- 1 o> 



R 3 - 



-N^O 

I 

R 1 
( 1 c) 



I8*ft R 3 - 



a 7c i 

R' 
(1d) 

(jS*R' , R 8 &CTR 3 UttKKimv. ) 



±EEfSiS- 1 OlC^y^StlCtt^-ftSC 
( 1 c ) ©fc£fc©K*ftEJStt, aS*SW<P, 

tOTB, 3-2??cin-5. 6-? 

J/7yC>'/*y>, *P7-^(2. 3. 5. 
6 - t \* 5 9 a a *.yy * s y ) ft © "C > V" * ^ 
N-7Dt3/\^fi^*K, N-?oaa 
/\*a-f*K, ftft.ft©Aay>fcjW, rftftt 
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^aastca, sfcrottasi:**©;*^. s 

Jdil/TWU f h 7 C K D 7 

©I-rA/JR, *C>tf>, hA/X>» 

>3©£t«fcfc*SSK ??aa>*>, 
i?^aax^>, ?DD/t.^i, ESJfflfc&fcg© 

Ofittra h >J3»SK ^7l/*/l/A75 b\ 
75 KS©£7a h>tt«il!3Ji*$3£iH*ri* 



fiBSBg 63-230687 (10) 

a. K£«u a»sa-3 o o*cga, »*o< 
w2a-200t;e«(CT(Tftton, -«ici~ 
4 owfignfi-cssisira. 

* fc, -«SS (1d) ©fc£|j<&S7c5lStt, 
1 ft © » M 3 7C * ft T C X ffi y S C i: A? t i £ . 

KJ-b* ^tf + trV, f h5t K Q 7 7 > , <\ 

' ET&cfflaEET©^* nTt>?T&t-M35#, as* 

»a~2 0kfl/ca * SR. & 2U<ttfcE~l 0 



± 82 £ S ft it (C m t H m «C cfc 0 * « n © - ft j« 
*■ £ C £ tf V S a . 

7?^AS!©5geS1i* 
<R(5iS- 1 1 > 




<1e> (1f) 



(iC*R a &VR 9 ttWEICI^L;. ) 

*©*rraR 9 s©a«tc(5i;T, ktcs 



ftfi&WU IrESJEiS- 6ICjK3--jHiI ( 2 e ) 
©fc&«J£-jHa (12) ©fcS&fc©K£i:jm 
fil©5>St: £o T v R 9 #ffi|R7;U3*J/gT-fc 

-K5S ( 1 ) ©fcSISj*, R 3 tffi!87A/34= 

a ( 2 f ) ©fcS«5£-jKSC ( 2 e ) ©fcS&ilc 
il<S7cSl5i:ra»©Sf5lCJ: o T, R 3 

-«5* ( 1 ) ©fc£&(|i, R 9 7?y»T-35 

s(b^«j«, cn(cas*7'>;nb9j«-g(E$tt 

SctKJ:?!, R 3 /jS15«7^/A/-</U75y 

C©7 J'/UftSlSlce^T, 7i/^itMtLT 
ttv WA«»M§©(S«7A/A >K> JK*BKg 
©ffi«7A/^>M»*^, 7tfA»?D7-f 

©fflclS7A'^>HADy>fl:%S«fflv>*i:i:/<! 
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± E 7 ^ A/ s is « s e ttfc s & © * a "F c st j&S 

7^/»u *ao*»ib», aaa, mmmm^n 
tr«;j?v, trMi ?>a©£Sa75>ft;£fca 

nx-zmff tiff, mi*M%%®m<pvMm? & 

S»i:OTtt, 0SS.»7thV, 
>^A/X?-A"ir|->a©*hV8, $?x^;n- 

islffix'ss. 7WHtffJtt, iSJsHb^«!i»c:»OT 
«s®*A/~*s*ia©aii"ea^ ens*, - 
is«c«w5 - 1 oat/uaa^a©** j:^. */t 

Sf5«WO~1 5 O'CeS-PltT^**'. -«£ 
«K)0~8 0T)B8rfTfc-5©tf 7 
J//MtSJi: L/Tfi«7A/» VBa*foX «ffiS 7 

a ssi * a t> a » m a 7c 15 & § © * » tc a 5 c t tf 

-«* ( 1 ) ©fc2«J*s R 3 tfffiffi7A/*A/ 
ttS < 1 ) OfcftftC. -«« 

OB S 

n ,, 

>N-C-Xt (21) 

R" 

(3S*R 3 KffR - «<Kfi7A/ + fl/»S-^T. 

Xt aaeicni;. ) 

fflftWI 5 0-2 5 0'Ce 
K~ lff«'u<««2 00-2 5 OtJSflECttftT 

-MS ( 2 e ) ©fk^«9(cafflr*CttC«fcoT, 
ISItttC UT, -SSC ( 2 e ) <0 <fc «u <0 » » * 



IfiaiS 63-230687 (11) 
flBVOKa^D'- h A/X >3/U* VM, 
*>Ha**JPU» »fL<Bfi50-1 2 0T3 

astcsisaK«ii»tftc ±E7f 
-Ms ( 1 ) R 3 #i87*»y 

*##5JSIC J: R 3 #7?y ST«*ft6 

ft tc a < c t # v s * . 

-«SC ( 1 ) ©fca»*» R 3 # 75/£T» 
*fc\ SR 3 #-hnST«*ft& 

y scajc y s aft ©^a tc«E o r ff * ^ . 

<fc9attW(Ctt, Sifitf^fQ 



<ff«7/u*/i'? ; #£(C£a*-3C£ ; o-esa. 
(21) ®{b&ft£®K&»* aaftsa*. a 

S14ft;S%©£tE'F»C3ta?Sa. CCTffl^5 
n*Ba&ffaSttfc2**UT«. ftES£3 
-5C-fii( ( 8 ) ©fca»fc-«*'( 9 ) ©ft: 

a. -aa ( 2 1 ) ©fc£a©«aatt, ®nit 

E£«aftK)0~1 0 0X3BR. »JKttfiO 
~7 OTJ^fiOBRTIC, «1 ~7B*SlgR*B 

uritasna, 

y/ma*©3*» astts* s-rsib&ftfct, 
aati/Ttt, as.«aa, kb, y>a, aft: 



-785- 



**Kt?©J5«lt, Pottos 7U-f>K, 7? 
-/UK, •;>d , H, ^i>M, S&S1B 

*fc, *£W©-«St (1)TSfc3n$;!j/L/ 

tfaxy/usfiSft©^, BUt&zst&its® 

ICJrOSSICEWHICftSS'n 

CttfT-SS. KfcSttfcSfct UTtt, MAW 

i"7A, ftSth'JOA, fcK*»Ay?AW« 

i/T»sn*£*.©i8T©s«<ta?!5& 
sua sk lata », sissa, a^A? 

i«, *¥RttttKl7£ftflttftt>3 
MJ^A, tf.'J #*2/XxL/> 

^77'j>8t/^y ty k » f>7*;/, 

?l»W©lil«W, 7f7'J>. to A 

-, *«KJW»lW©»a«ffl!WW, S&4«7> ; E- 
^SUA/HM* M./ 7AW©RIRE)§ 

w, ?yt»'./>, xvrvwcftaw, r>7>, 

n»> *>#!/>, ^>h7-f K aa-fFtfUr-f 
M1?©(»»91, SW2/U?, 2r7'>i>18ffl, * 

fiir?*, <ssici?aitt&gicjsi;att©i!)ffi 

SJSOfcKW, HAtfttacI?, tf7r>«S8, 
»S8K, 7-f /l/An-r-f >^K35*^BHfi 
g, JB8t?*uitfT8S. AW©JB?SICJffi 
JB7-*fC(RUTtt, Igfti: UT«*t*7H9«» 

«,», r>7>, nntm, Sfbtt^M, **u 



«BflBa63-230G87 (12) 

»KS£7*t>©Ta*. 
BioMTB^enj. nwaattfifflsns 

7EWW, »AM, tt£W, ttfiW, SB 
SSttW, »KW9©ttaW«&^l*RJBW$H^ 

Ts»s.n*. ccEssawt UTtt#a©^» 

tLx&m. am. »w, jsw, <asw, aw, 
a.ttw, *7t*«, &w, a»w <«w, na 

WW) 5tf*(75nj, KW©»jSlc«^ysK: 
SUB, fift* UTWAtraa, 60, fflfcx 

f9&,-**V>, fSfflte/t/a-;*, WHW© 
RJBW, *, l$»y-/l/, 7o/^-Jb, #$/□ 

77, 7K-)»s, x>7>k, tf^xvsig, 

tr/i/o-;*, y >«a i/ c a, #y e-/i/tr a y 
■K>iO*««, fc»r>7>, 7/l/*>»xH 

t?7 x> , x $> y -/i/S©«S8k 7? 
77V, »>7>l?)9lMi«ltST-35. * 

wojBSSic/ajBjaicrauTtt, latjctuTWit 

»/K',lXxU>:7'./3-/l/, aa*IS, RJR7/1/ 

»«7/i/=j-/u©x;*x/i/«, e^x 

¥S«7Ut7-fKS*ffi)8T»«. *7*teA/W 

«»i*»ctt^a»*«wfc^S5X« ; e©ja«±E 
■c n * u /t s a © a * t a & u t a m t? 5 * > * 

SMiitiTsifisnjis, sw, aw&cfs 

UfcL.TH*B*, X^/t/7A/3-/U, ??QJ 

• -A/, renru>$ru u-/u, x h *ffc^y z 

97'J A/7 /U3-/1/, 4TU #*J/ftW 

WMx^rA/Wt?*ffifflT-S*. C©8£ 
3iatt©8«£SI8S7a«C?E#&S©6JS, 7F 



-786- 



681, ftSftk S». fflflfffl, t*5*tflSr>fl!!©IS 
±KB*8»]©ft57*Ktt*tlC»i||Btffc<;, S 

«, an, an, ■*JHR.if»7fe*ai 
7 ^ j r s © a * © a a * a s o x a em ^ a 4 $ 
*u< BBSfis^sn*. *n assart 

7*-«CT8WUT, 700mO6-Iht->A 
A/ # - A/ - 3 - (1-tTDy?;j|/) JDA/Tlt;**- 

y 

NMR (CDCe, ) a : 
1. 41 ( 3 H. t. J-7. 12H2) 
1. 98 ( 4 H. m), 3. 6 2 (4H. m) 
4. 4 (2H. q. J-7. 12Hz) 

6. 5 3 ( 1 H , s ) 

7. 09 (1H. d, J-8. 42 Hz) 

7. 8 5 < 1 H. dd. J-8. 42Hz) 

8. 11 (.1 H. d) , 9. 7 ( 1 H. b r s ) 
S3W2 

A/*;*?-y/U20g©?aD*A/A350iiia&a 
c, «i&5 00ng*tti;t, cnic*ftRl*T»c, 



ft BPS 63-230687(13) 

*©a©a/n s^ottai kosswo. oi~ 

4>(CSi»«»JO. 1 ~2 0 O«g£*1*l/0>a© 

s as a 

2 - ( 1 - tra D - N - ( 2-*/U5 

A/-4-lM : fJlA'*-^7i-Jl/) 7t?^ 

K5 o©a*x^i y -;u2 o omsac, * m; 

OBB&tfM*x3»y-A/2 0B8«fcOafi 
Ofc* h y -7 Ax K*JM;tfco 1B0MJS 

5sa«, x^/-A/*s3sC wen/taste* 

8*5. 2m8©?cici*A/A5 0is88a£&*K: 

HUT, 2. 6008-70^-6-1^^* 
A/tf-A/-3. 4 -5>fc K a ft 'J A/£» 

NMR (CDCCa ) 5 : 

1. 35 (3H. T. J-7. 1 H Z ) 

2. 64-2. 71 (2H. m) 

3. 0 2-3. 69 ( 2H. m) 

4. 36 (2H, q. J-7. 1Hz) 

7. 92 (1H, d. J - 1 . 8 H z ) 

8. 10 (1H, brs) 

8. 11 (1H. d, J - 1 . 8HZ) 
SHW3 

*Hfc*by9A1. 3 0 £*2 OnfiRtf* * 
J -A/2 OnttCSfcl/, cniC8-7nt-6- 
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^ l )R/2. OQZmx, 50~60"Ck:T30# 

fc - 8B**CSBlA lafflBKCTKttt Ufc. Iff 

5»y-;i/J:DH$SSUT, 1 . 1g CD 8 -To* 
-6-aA/#*^-3. 4 -5?t Ka^l/,-}?;*?- 
U ^ Z 19 fc . 

NMR (DMSO-d 6 ) 5 : 
2. 4 6- 2. 7 0 ( 2 H. m) 
2. 85-3. 20 (2 H. m) 
7. 88 (1H. d. J - 1". 5Hz) 
7. 91 (1H, d. J - 1 . 5H2) 
9 . 4 0( 1 H. brs) 

±e#«'«3 t«*cuT» nsm^mnmnz 

o6-SJH + }'-3 - (1-tray*?z:7l/) A 



ftRHBg 63-230687 (14) 
NMR (DMSO-d, ) fl: 
1 . 63 ( 4 H. m) , 3. 4 6 ( 4 H. m) 

6 . 6 4 7 ( 1 H, s ) 

7. 16 (1H, d. J-8. 6Hz ) 
7. 72 (1H. d . J-8. 6 H Z ) 
8 . 0 0 ( 1 H. s ) 

11. 60(1 H. brs) 
o6-JA'**J'-3 - ( 4 1 - f/S 



NMR 


( DMSO-d, 


) d : 




2 . 


2 9 ( 3 H. s ) 






2 . 


5 7 ( 4 H. br 


s ) 




3 . 


2 3 ( 4 H. b r 


s > 




7 . 


2 5 (1H, s ) 






7 . 


3 0 ( 1 H. d. 


J -8 . 


6Hz ) 


7. 


8 5 (1H. d d 


. J-8 


. 6Hz. 




1.7Hz 


) 




8 . 


18 ( 1 H. d . 


J - 1 . 


7Hz) 



1 2 


. 1 ( 1 H. 


brs) 




o 6- 




3 - ( 1 - 




A/ ) 






NMR 


( DMSO- 


d 8 ) 8 : 




1 . 


9 5 ( 4 H. 


brs) 




3. 


3 1 ( 4 H. 


brs) 




4 . 


2 5 { 2 H. 


s ) 




7 . 


4 5 ( 1 H . 


d. j-8 


. 6H z ) 


8. 


10 ( 1 H. 


d d . J - 


8 . 6 H z . 




1 . 


8 H z ) 




8. 


2 8 ( 1 H. 


d . J - 1 


. 8 H z ) 


8. 


4 0 ( 1 H. 


s ) 




1 2 


.48 ( 1 H 


.brs) 




o 1 - 


( 2-7i*f*) -6 


-J&A'/K** -3 


4 - 






NMR 


( DMSO- 


d 6 ) 6 : 




4 . 


65-4. 72 (2 H. 


m) 


4 . 


6 6-5. 0 1 ( 4 H. 


m) 



4 . 


2 2 


( 2 


H 


. t. 


J 


- 7 . 


4 H 


Z ) 


7 . 


1 0 


( 1 


H 


. d. 


J 


-8 . 


6 H 


Z ) 


7 . 


2 6 


( 5 


H 


. m) 










7 . 


9 4 


( 1 


H 


• d - 


J 


- 1 . 


8 H 


z ) 


8 . 


0 3 


( 1 


H 


, d d 


» 


J - 1 


. 8 


H z 






8 




6 H Z 


) 









o 1 yyaeju- 6-aJi/#*f -3. 4- 

NMR ( CDC6 9 ) 3 : 

1. 55 (6H. d. J-7. 0Hz) 

2. 58-2. 65 (2 H. m) 
2. 8 8 - 2. 9 3 ( 2 H, m) 

4 . 7 2 ( 1 H. septet. J - 7 . 0 H z ) 

7. 2 0 ( 1 H. d. J-8. 6 H z ) 
7 . 9 2 ( 1 H. s ) 

8. 00 ( 1 H. d. J-8. 6Hz ) 

o i - ^>?/i/ - 6 -D)\j#*v n ;u 
.NMR (DMSO-d, -CDCh ) 3 : 
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5. 5 7 ( 2H. s ) 

6. 82 (1H. d, J-9. 5Hz) 

7. 2 2 - 7. 3 5 ( 6 H. m) 

7. 8 0 ( 1 H . d, J-9. 5Hz ) 

8. 07 (1H. d, J-9HZ) 
8. 2 9 ( 1 H. s ) 

o i -*yvn,- 6-^/i/**5/-7-^h*5/ 

-3. 4-2?tKDAA/#^y-yA/ 
A A 1 5 4-1 5 8"C 

tt« nt&fttta ( DBtss) 

-3. 4 h"OX>A/*^f-y ^ 

B6£ 1 4 0-1 4 1 . 5*C 
tt« IglfttS <**y -/l/-*..«fc!3 BUSS) 

0 1-'S>*?/l/-6-;&A'#4=5'-7-n-7P 
**~>-3. 4 -VM VuDK,**f-Vfo 

AfS 1 55-1 56. 5T) 

tttt Mefl-ttS (>*y-;u- *<(:>) J9ISB) 

J: t)»iafl ) 

o6-»JK!*5'-7-^ht}'-1-^il'- 

3. 4-?eKnJi*i?^?-y^ 
&j§ 202. 5-206. 5^C 

utt se/uxAtta ( * -a/J; dbjss > 

o6-ib/H4 : J'-7-^/l'f*-3. 4-3? 
■US 3 0 0-3 0 7"C < #8?) 

S#W4 

2 - ( 4 - >f-Jl/- 1 — d*7V — A/) - N - 
( 2-'tvA/^/l/-4-Xh*5//JA//K-A/7i^ 
;U) 7t?5K5. 4 7 0 £tert-7* / -fl/ 

1 0 OmtttftcSWU. cnica U O^tert-T h 
*->K2. lg$»^. 7 OTJKT 1 ftlSM&iB 

S.nfc«*«c**AJi. ?aQ*fl/AfotU0fc. 



?!B3Bg63-230G87 (15) 
o6-flA"1?=|:'f-7-lh4=J/-3. 4-5>t 

3t£ 246— 24913 (#S?) 

o6-»A<*4=f-7-n-7P*4 : ^-3. 4 

A A 2 4 2-2 4 6X3 (#S?) 

•3 19 tSA) 

o6-.»A"K*3'-7-.XfA'-3. 4-fCF 
fift£ 3 00TJJK± (#«?) 

o6-J&A/*4=i/-7-^aa-3. 4-J>trK 

3 1 0TJ«± (»8?> 
HI* 85S6»5lctt ( j-fr*bk7S. K-* 

A/ICTfS£fc<*1iT\ 3. og©6-i^f« 
;U,1?-A/-3 - (4-^?A-1-C'!75-A/) 

NMR ( CDCe 9 ) 3 : 

1. 42 (3H. t. J-7. 1Hz) 

2. 4 0 ( 3H. s) , 2. 70 (4H. m) 

3. 35 (4H. m) 

4. 40 (2H, q. J-7. 1Hz> 

7. 28 ( 1 H. d . J-8. 5Hz) 

8. 01 (1H. dd. J - 1 . 8HZ, 

8 . 5 H z ) 
8. 23 (1H. d. J - 1 . 8 Hz) 
11. 07 (1H. brs) 

o6-if-4 : J'»Ji/*-A/-3- ( 1 - f a y s> 
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NMR (COCCa ) 3 : 

1 . 4243 (3H. t . J-7. 12HZ) 

I. 67 (4H. m) > 2. 7 1 ( 4 H . m) 

3. 7 5 ( 2 H. s ) 

4. 4 1 (2H. Q. J-7. 12Hz) 

7. 38 (1H. d, J-8. 5 5Hz) 
7 . 9 8 ( 1 H. s ) 

8. 1 3 ( 1 H. dd, J-1 . 84Hz. 

8. 5 5H z ) 
8. 32 (1H. d. J-1. 84Hz) 

II. 6 0 ( 1 H , brs> 

6-Ihtf»*)t5-A/-3, 4- , ;tKa» 
K50maj3ifiS, fiSCT 8 RHHff 0 fc . 

±ffiS#05 5 <tramc UT, a^fcfflJelSms- 

3. 4-?tKD»Jl/iR7fyA/ 
NMR ( CDCC 3 ) : 

1. 39 (3H. t , J-7. 1 H z ) 

1. 53 (6H. d. J-7. OHZ) 

2. 54-2. 62 (2 H. m) 
2. 84-2. 9 1 ( 2H. m) 

4. 37 (2H. q. J-7. 1HZ) 
4. 7 0 ( 1 H. septet. J - 7 . 0 H z ) 
7. 16 (1H. d. J-8. 5 H z ) 
7. 6 5 ( 1 H. d. J-2. 1 H z ) 
7. 81 I1H, dd, J-2. 1 H z . 

8. 5Hz) 

ol-/«s>*?A/-6-^/l/**J/-7-tFa* 

^-3. 4 -V t KO AA/f 
Sk& 2 1 2-2 1 6U <#*) 
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?$ffi)B363-230G87 (16) 

7 -r - (StUS:S?^aa>^>) ICT88UT, 
6. 0 0© 1 - (2-7i*f*) -6-iht 
j/^^*-A/-3. 4 -J?e h'aj5A/^^^y;i/ 

NMR (CDCfi 0)3: 

1. 40 (3H, t. J-7. 1Hz) 

2. 61-2. 65 (2H. m) 

2. 65- 2. 9 8 (4 H. m) 

4. 20 ( 2H. t. J-8. OHZ ) 
4. 38 (2H. q. J-7. 1Hz) 
7. 0 6 ( 1 H . d. J-8. 6HZ) 
7. 21-7. 3 4 (5H. m) 
7. 6 6 ( 1 H . d . J-2. OHZ) 
7.95(1H.dd.J-8.6Hz. 
2. OHZ ) 

o1->fA--6-^h + }'3)yi/J!!;fl/-7-^ 

h 4= ^ - 3 . 4-?tFafjJ\/X29-tJJ\/ 
tt£ 1 5 4. 5-1 56. 5D 

tttt Mewycffl (^^y-^j:t9Hjaffl) 

°6-»A'*4:i/-7-^h*J'-1-)ifA'- 

3. 4-?tKD»M;f yA/ 
202. 5-206. 513 

#3W6 

5-fcK 13*^-3. 4-i?fcKoX>A'#7?- 
UA/1 5 0O?^f/l/*Jl/A7? F 1 50«flS«[ 

•c<«H*y?Ai9g*ttia,*^T, cnica 

fc?yA/1 2nfl©S>;<?-/l>*/l/A7 5 K2 0b9S 



12. 9 0©5-7y/l'**5>-3. 
Bti 1 4 0-1 4 8X3 

it« aaeatta 

##M 7 

5-7l>A/**S>-3. 4-?tKDJl«'*^ 
f-'JA/l 7 O©?* fJI/*Jb&7? K7 OnUSS 

RlSB&«J**ftb, B&R5 OnflStffcl e <*> 
*aKtf«ca?a*> tftHbfcfca£fPKb> * 
X 5« y-A/J:OSBaUT, 11. 10© 
5-tKD*f-6-7U)l'-3, 4-9tKD 

ft£ 1 08-1 1 6T) (»»> . 

5-tKa4=i/-6-7'JA/-3. 4-9CK 
ajjfl/*7f ^4 . 1 g©5?^ ^A/*/l/i,7^ 

HA 1 5 4-1 5 8T) 

5-* h*f - 6-7'Jfl/- 3 . 4-^th'a 
A»3 . 3 0©2?^f-fl/^A/***/ K 
30rt2SjS«c, f!ST, *jU ^Alert-n^f 

K2. 6o*»as.> 5 o*cct 3 o»ra»»ufc, 

63 bX, 2. 80©5-*h*f-6-(1- 

7a^=.n/) -3. 4 -i»e pan 
B£ 1 99-20 7TJ 

tttt asKK-tta 

o 5 - n -ratf^V- 6- (1-7o^-A/) 
-3. 4-fCKO**#JlfV1' 



«P»1Ba63-230G87 (17) 
K4 0bBS«k:, WK*y*A5. 50*M*» 
ftV>X-*feTC3«>fcX **2. 5na«!S-FO, 

faTH7»s rasafijcT3 o^nawffb, mics 
iatcx2. 5K@BU*ufc. sisa&fcs** 
5 o ma * ic a a? & * , » ta u fc » a e 8 s a o fc . 

3. 60®5-*b*5'-6-7'JA/-3. 4 - 
2? t K a to A//* >l U «■ »fc . 
1 7 0-1 7 2t> 

o5-n-ra'K*5'-6-7 l jyu-3. 4-2? 

B£ 1 31 -1 3 2t5 
tttt Mfi«h«ca (^^^-^-^.fcOBKa) 
o1-/*>i>;i/-6-»A"K4 : 5/-7-:*h*5' 
-3. 4-9eFDJiJl/#7fyjU 

MjS 1 5 5-1 5 9U 
#3BM 0 

5-^*^-6- (1-7Q^-^) -3, 
2 0 OnUSlBSKKK**:*- hi^Aft. 8 0* 

4. 1 asao*., raaacx 1 bbk&u, eic 

Sacx3B*ISISl*bfc. SfcBSfclOfi©:* 

«ETtc*>*at:ai8o, *s%*iptt 
o, cn*5%aa:f mj*a*8B2 0000* 
an, .1 arawffon:. *s«j*ir7-r mcx 
jfss, {pis^aaBSicxKttt wttiofce 

- (SttiB ; ?DD*Jii : RB- 
7.0: 10: 1-50: 10: 1) CXtt«», 
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0. 1 7 0<O5 -X h*i>- 6- aA>#*2>-3. 
Btt 2 6 3~2 6 

o5-n-7ai|{*j/-6-»/i/iR + }'-3, 4 

-2? t Ka»fl/*^?-iJfl/ 
MjS 2 5 8-2 6 3"C 

tttt Jsefct-tKB ( x * y-A^ofies) 

##W1 1 

6- 9 a a 7t:^n/- 7 - t Ka4F2>- 3 . 4 
-2*K KD*fl/*7f DJI/4 3 . 4g&Vtri>i? 

v350ib8*8o~90'ck:ti $ ia m & R i* u 

«CTft&bfc„»Snfc6-try2?^9A7t^ 
^ij/I/. ^qij K**»ft;;>-MJ9A4 0g<0* 

'4 -2?t KQ*^*7fiJ A/ 
it JS 19 1. 5-19 3. O-C 

o6-^htJ'/)M;A'-7-n-7Q#tJ' 

-3. 4-2>tK y A/ 

Mj5 1 6 6. 5- 1 68 . OTJ 
tttt fc&ftttffi (»Hx^A<-n-'\**>J: 

o 6 -JtiA^** ;5»- 7 -X h4= 2>-3 . 4 - 2> e 

K D * a< * y A/ 
lt£ 2 4 6-2 4 9*C <#«) 
tttt S6»*tt (>5«y-A/-*J:t)Httfl) 
o 6 - » ^#4=2/- 7 - n -7" a #4= 3 . 4 

-2? t Kaj&A'^^f-y A/ 
2 4 2-2 4 6T5 

#«t<5! 13 



^D363-230G87(18) 

5 0 0ni8SS*lCAn, 8 0-9 O^ICT 1 BfBS 

ttJ£*fplRU, teSSUT, 30. 4 0© 

6 -Jl Jl/#*f- 7 - £ K □ *2/- 3 , 4-*?fc 

1 2 

f»RS:30g8 tisittcL/T, as*aisis«« 

-3. 4-?tKaiym7fy* 
»f£ 1 4 0-1 4 1 . 5*C 
Utt (* *y-A<-;>kJ:9||t£g) 

o 1 -'S>2?A'-6-»A/jK4 : 2'- 7 - n-7a 

#4=2/- 3. 4-9eKD*Jl/*7fy^ 
»JS 155-156. 5*C 
tttt &ettttS O^y-A'-Tk^OfStSffl) 
'°6-> l*4 : 2/AA/#-A'-7-xh4=2/-3, 

aft7;U5-CA6. 60O*?^DQ>5i> 
2 OnaSSaBKIC, *ftT, 2 - ? o □ 7t^l/^ 
ayh'2m8©i'^aa>^>5iiiaSJS*a-FUfc„ 
SSICT 4 O^HKff U, <J?^T- 6 5TCtCT 2 0 
»®«»», J?l7*ftU, 7-*^-3. 4- 

2? t Ka«A/*7f y A/2 . 0 ofcin*. seic 

7 3 K-** y-A'.fcOBlsSaUT, 2. 20O 

6- (o-?aa?t?-iH -7->^a<-3. 

4-J>tKDA/l/*^^yjl/S»fc 1 
Bt/S 2 0 1 -2 03*C 

±E#3W1 3tra«CUT, BSSffifcOim 

°6- < a - ? □ a 7-tf-A/) - 7-?DQ-3, 
4 - 2? t Kax»A/*^f-y A* 
2 0 7-2 1 4TJ 
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#3fH14 

6 _^f.4:*/»A/*-/l'-7-t:Kn=t : i'-3. 
;ua7^ K200masajB?St:, * ft Tie* sit * 

M;?A2. 8Q$M^, SiSI'2 0#f9!B# 
OTJlct 2 OtfEIRftUfc. ftCBK* 

11. 7 q*M3U IB1SST- 1BH, SICSiST- 
2B5SS^R}fb/::. *<D®, ?iic?*7/i/7* 
tort* 4 tola'} K4 gSfflTtTSiSIM ft IS 

Kit* h y -5i.*SJfi6 0 OnfltCJHl*., SiSICT 

20»BK*«» HKtrK 0 ; * 
^y-^-^aa^^/^CT^JSSbT. 9. 6 

g<3 6-* b* ->ftA/tf -to- 7--?*7A/7-* 
XMH 1 

8 -Tat- 6- l3to**'s- 3 . 4 

-*?tKci»A/#;i?-yjn. ig&V3. 4- 
^7^y try ?>o. 4 9 g *&ns.fc. ssict 

2B*B3flt}*ft, 5 0~ 6 0*CtCT 1 RH, fcV? 

1 oouicx 28*fia*n ; en/)imfct*ofc. 

KGSES?!J***££Sf&*> 5 0%*«ifc 

yjHU5A?Q7h?77-( - ( ?3 ffl 8i : 2> ? □ 
□ **>:X*y-A/-10 : 1 ) tCTftSK, 

$r y -/l/-7K<fc9fSt£SbT > 0. 8gC8-7 
Q*-6-(1H--f«5f»/(4. 5 - c ) - C 
y ? > - 2 - -T A> ) - 3 . 4-?eKD*fl"S3 
7-y to ♦ JSKffl • 1 *«ft*»fc. 

stj§ 300*ca± 



«G3D363-230G87 (19) 
totoK^-itoatrit-z, 4 -?£Fa»ns#z 

219-2 2 013 

6-*b*i<'ftA'# = A/-7-i?*7A>7-*ft 

y;U9. S3R5?H»TIC, 2 2 0~ 

2 3 0DtCT2RKttl!«bfc o JSfcffiS, 

I9 5nfc^a*^y fty/t/ft7A?avh^77 
•<- (Sttlifi :**7-.ft/:2?*aa*$»>-1 : 
100) tcxesi«> x*./-A/-?aa*A/A 
J: 9 HISS UT* 0. 5Q«)6-^h*J'/iA/'f« 
-;i/-7-^f-/L'? L ^-3. 4-?CKa»A/« 

*7y A>*»fc. 

»jS 2 1 2-2 1 

NMR ( DMSO-d s ) 3 : 

2. 51-2. 65 (2H. m) 

3. 00-3. 20 (2H. m) 

8. 08 ( 1 H. d, J-6. 48Hz ) 
8. 1 6 ( 1 H. s) , 8. 38 (1H. s) 

8. 52 ( 1 H. d. J-6. 48HZ ) 

9. 34 (1H. s), 9. 56 (1H. s > 

7 §-til\/K*V- 3 . 4-?t 
Kn ft A/ #2 7- 'J A/0. 3gRtf3. 4 - 7 ^ 

y f y ? > o . 16q«> SBtyv-XJV^ 

A/*>E (1 : 1 0 ) iBSt7 g * C M * * 
1 0 ORCKIT 2RiaiB}#0fc. 5!SE&«J€** 
*(C&STA*> 1 0%7Klfi<b^>yOA'KSiK& 
tf8WI*»**:M- y J: 0 » 7 A/ ft 

ur=, 5/y fly;i/»7A?D7 h^7? * - 
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iti» : %*J-h : paom)\fL" 1 : 2 0-1 

1 5 > (cthwsk i?y-^-a«icTa« 

0. 29oe.7-.*h*2'-6-(1H-<f«? 
V(4. 5-c)-tfyS7>-2--f/b)-3. 

HjS 240~2 63T5 (##) 

NMR (OMSO-d, ) 6 : 
2. 4 7- 2. 57 (2H. m> 
2. 89-2. 9 9 ( 2 H. m) 
4. 0.2 (3H. s) , 6. 79 (1H, s) 
8. 1 ,1 ( 1 H, d. J -6. OHz ) 
8. 17 ( 1 H . s ) 
8. 5 1 ( 1 H. d. J-6. OHz) 
9.25 (1H, s ) 
10. 4 0 (1 H, 3 ) 



?f GPS 63-230687(20) 

f*ffifll3~<4 1 
£«5W1Rtfft«SW2 fclBlfiSlCUT, jgS^tB 

£ (RtfSSCj^NMRfltffiSSi) *B28IC 



ar i m 
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R 1 
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6 "^ n >Cn 
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ftftlBa 63-230687 (21) 



m 
w 

*** 


R' 


R* 


R 3 


3,4-fc 




H 


R« 


R* 


R 


3 


3.4-tt 
IS & 


14 


H 


*<Xh 

H 


3-0 


- a 




20 


H 


H i 


8-OCHa 


- a 


15 
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H 


3-N~N-CHa 

V—/ 
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H 


5-OCHa 


- a 


16 
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- a 




22 


H 


•<X3> 
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5-0 

(CHa ) a 
I 

CHa 


- a 


17 
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H 


8-NO« 


- 5 




23 


H 


H 


7-OCa Hs 


- a 


18 
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H 


8-NHa 


- £ 
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H 
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7-0 , 
(CHa )a 
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- a 


19 
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1 H 


8-NHC-CHa 
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- ft 
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H 


LI 

n 
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•OH 
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Si 
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3,4-tt 
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3.4-tt 
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7-C8 


- a 




32 
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H 
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27 
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8 <XJ. 
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36 
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6-^ N Ynr 0CH3 
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31 
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3 <X> 
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37 
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m 
a 


R« 


R 2 


R 3 


3.4-ft 


38 
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N N 
H 


H 


- s 


39 


H 


H 


7-OCH 9 


- m 


40 


H 


H 


7-SCHs 


- s 


41 


H 


s<:Xjr NH! 

H 


H 


- m 



H 


» 55 


( BttfiSK ) 


St f$CC) 
(NMR" ) 


13 


si m 


anexyxAi* 
(x*/-/i/-#) 


300R± 
("7 ) 


14 


m st 




300tt± 
("8 ) 


15 


3 HCC • 
3 Ha 0 


(X2/-/t,-*) 


300«± 
("9 ) 


16 


2 HCC • 
5/2 Ha 0 


(x^y-^-*) 


300tt± 
("10) 


1 7 


m at 




300«± 
("ID 


18 


s at 


(X5»y-yi/-*) 


300«± 
(*12) 


r 1 9. 


£ 68 


fiexyxAtK 
(x*/-yi<-*) 


284-286 
<# #) 


20 


3S ii 


mm 

(X$/WU-*) 


262-269 
<# 8?) 


21 


HCC ♦ 
Ha 0 


(x^y-A,-*) 


250JX± 
(»») ("13) 


,2 2 


HCC • 

1/2 Ha' 0 


(X^-A--*) 


2 70«± 
(##) (*14) 
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^ 2 a 





ft? m 


& £3 B 

( ntsskm®) 


fit CD) 
(NMR* ) 


3 


HCC • 
1/2 Ha 0 




300«_t 
("1 ) 


4 


1/2 (COOH)a 
•Ha 0 


(xsy-yt/-*) 


300JB<x 
("2 ) 


5 


(COOH)a 


(xss-n,) 


14 7-148 


6 


3/4 Ha 0 


[?><?-A/*fl/A75K) 


320ELL 
(• 3 ) 


7 


1/2 H a SO* 
•3/2 Ha 0 




300E(> 
("4 ) 
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HCC 


(X$S-)l-fc) 


3 OOQL I- 
(*5 ) 


9 


(COOH)e 


asexuxAi* 

{l*/-/l/-*) 


248-2 50 
(# #) . 


10 


m m 


(x^ty-A/-*) 


300«_t. ' 
("6 ) 


1 1 


m m 


(X^/-/b-*) 


298-300 
(# «?) 


1 2 


HCC • 
2Ha 0 | 


(X2/-/1/-*) 1 


274-282 
(# 8?) 



1658 




8 S 

( ntn&mm) 


St £("C) 
(NMR* ) 


23 


HCC • 
Ha 0 


{X*S-)l,-})(.) 


280-290 
(#&?) (*15) 


24 


HCC • 

3/2 Ha 0 


(X$J-)\,-l£) 


280-288 
(£&?) (-16) 


25 


HCC 


(*) 


290«± 
(#&?) (* 17) 


26 


HCC • 
Ha 0 


eg©*** - 

(x$s-ji,-fa) 


I00#± 
(-18) 


27 


HCC • 
2/3 Ha 0 


mmvt : 

(X* J 


S20fi<± 
("19) 


28 


HCC • 
Ha 0 


(xsty-n,-*) 


300W± 
(" 20) 


29 


HCC • 
Ha 0 




300«± 
(*21) 


30 


HCC • 
1/2 Ha 0 


(X* J 


3O0W± 
("22) 


31 


HCC ♦ 
3/2 Ha 0 


(I*/-/!/-*) 


300«± 
(-23) 


3.2 


HCC • 
2 Ha 0 


(x*s-n/-ft) 


300«± 
("24) 
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m 
a* 


m f& 


ft a, w 
( HisasR ) 

\ n sv* on 10 / 


(NMR ) 


33 


HCe • 
H2 0 




300«± 
(*25) 


34 


S St 


3»67''>»XAtt (?* 


177-182 
(ft iff) 


35 


Ha 0 


iVi^fv*^/ *X 1 'J * / 


148-163 
(#S) ("26 


36 


Ha 0 




165«± 
(#») ("27) 


37 


Ha 0 




199-200 
(ft IB) 


38 


HC8 • 

3/2 H» O 


(I$/-fl/->10 


300«± 
("28) 


39 


HC8 • 
4/3 Ha 0 


U$y-;i/-*) 


230-250 
<ft8) ("29) 


40 


HCe • 

3/2 Ha 0 


(I*/-/!/-*) 


320O± 
(-30) 


41 


HCe 




("31) 



<" 4 ) NMR (DMSO-.de ) 3 : 
2. 4 0- 2. 7 5 ( 2 H. m) 
2. 90-3. 20 ( 2 H . m) 
7. 06 ( 1 H, d. J-9HZ) 

7. 85 (1H. d. J-6HZ) 

8. 1 0 ( 1 H. d, J-9HZ ) 
8 . 2 0 ( 1 H. s ) 

8 . 4 5 ( 1 H. d . J-6HZ) 

9 . 20 (1H. s ) 
10. 5 5 ( 1 H. brs) 

("5 ) NMR (DMSO-de + Da 0) 3 '. 

1. 20 (3H, t , J - 7 . 5Hz) 

2. 50- 2.80 ( 2H. m ) 

2. 80-3. 20 ( 2 H. m) 

3. 90 ( 2H. Q. J-7. 5Hz) 
7. 32 (1H. d . J-8H z ) 

7. 90-8. 30 .( 3 H . m > 
8 . 5 0 ( 1 H. m) 



ftBSBg 63-230G87 (23) 

(■ 1 ) NMR ( DMSO-de ) a : 
2. 40-2. 80 ( 2H. m ) 
2. 8 5-3. 20 ( 2H. m) 
7, 08 (1H, d. J-9HZ) 

7. 48 (1H. dd. J-8HZ. 5Hz) 

8. 10-8. 4 0 ( 3 H. m) 

8. 48 (1H, d. J-5HZ) 
10. 50(1 H, brs) 

(■2) NMR (DMSO-de) 3: 

7. 2 0-8. 40(7 H. m) 

9. 2 1 ( 1 H. s ) 

(■ 3 ) NMR (DMSO-de ) 3 : 
2. 43-2. 75 (2H. m) 

2. 90-3. 20 ( 2H. m) 

3. 48 (1H. brs) 

7. 10-7. 30 (IK. m) 
7. 8 5-8. 4 0 ( 4 H. m) 
9. 49 ( 1 H. brs) 

9. 10 (1H. brs) 
(" 6 ) NMR (DMSO-de ) 3 : 

4 . 60 ( 2 H. m) 

4. 9 5-5. 30 ( 2H. m) 

5. 60-6. 20 ( 1 H. m) 

7. 28 (1H. d, J-9HZ) 

8. 05-8. 35 (3H. m) 
8. 60 ( 1 H. d. J-7HZ) 
9 . 3 6 ( 1 H. s ) 

("7 ) NMR ( DMSO-de ) 3 : 

5 . 5 6 ( 2 H. s ) 

6. 83 ( 1 H. d . J-9. 4Hz) 

7. 18-7. 2 7 ( 5H. m) 

7. 62 ( 1 H. d, J-8. 9 H z ) 

8. 08 (1H. d, J-6. 5Hz) 
8. 1 3 (1 H. d. J-9. 4 H z ) 
8. 40 (1H. d. J-8. 9 H z ) 
8. 5 2 (1H, d. J-6. 5 H z ) 
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(" 8 ) NMR (DMSO-d 6 ) a : 

1. 7 5- 2. 05 (4H. m> 

2. 4 0- 2. 60(4 H. m) 

6. 6 9 ( 1 H. S ) 

7. 4 0 ( 1 H. d. J-8. 6 H z ) 

8. 1 0-8. 20 ( 2H. m) 
8. 4 5 ( 1 H, s > 

8. 58 (1H. d. j-6. 4Hz) 

9. 3 9 (1H. s ) 
12. 09 ( 1 H. s ) 

(" 9 ) NMR (DMSO-ds ) 3 : 
2 . 8 2 (3H. s ) 
3. 1.0-3. 80 (6H. m) 
3. 90-4.1 0 (2H. m) 
7. 3 4 ( 1 H. s ) 

7. 48 (1 H. d. J-8. 5 H Z ) 

8. 1 0 ( 1 H. d. J -6. 4 5Hz ) 
8. 30 ( 1 H. d. j-8. 5Hz ) 

8. 94 (1H. d. J-i. 8 H Z ) 

9. 4 3 (1H, s ) 

(" 12) NMR (OMSO-d, ) a : 
2. 50-2. 70 (2H. m> 
2. 90-3. 1 0 (2H. m) 

7. 43 (1H. s) , 7. 53 ( 1 H. s) 

8. 00 ( 1 H. d. j-5. OHZ ) 
8. 50 { 1 H. d. J-5. 0H2) 

9- 30 MH. S) , 9 . 65 (1H. s) 
(" 13) NMR ( DMS0-d e ) a : 
2. 50- 2. 60 (2H. m ) 
2. 9 9-3. 09 ( 2H. m ) 
3 - 7. 8 ( 3 H . s ) 
8. 9 1 ( 1 H. d, j-8. 6 H Z ) 
8. 1 2 (1H. d. J-6. 4 H z ) 
8. 14 (1H. d. J-8. 6 H z ) 

8. 54 (1H. d. J-6. 4HZ) 

9. 33 (1H. s) , io. 55 (1H. s) 
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8. 5 6 ( 1 H. d. J - 6. 4 5 Hz ) 
8. 65 (1 H. s), 9. 37 (1H. s> 
1 1 . 1 4 ( 1 H. b r s ) 
12. 2 8 ( 1 H. s ) 
(" 10) NMR (OMSO-d, ) a : 
2. 00 (4H. m) > 3. 50 (4H. m) 
4.34 ( 2H. s) 

7. 60 ( 1 H. d. J-8. 79HZ ) 

8. 1 0 ( 1 H. d. J-6. 4 5Hz) 
8. 4 5-8. 6 5 ( 3H. m) 

8. 76 (1 H. s) , 9. 38 (1 H. s) 
10. 60(1 H. brs) 
12.58 ( 1 H. s ) 
(" ID NMR (OMSO-d, ) a : 

2. 60-2. 80 ( 2H, m) 

3. 10-3. 3 5 (2H. m) 

8. 14 ( 1 H. d. J-6. 4 3HZ ) 
8 . 5 8 ( 2 H. m) 

(" 14) NMR (DMS0-d s ) a : 

0. 87 (3H. t. J-7. 0Hz) 

1 . 6 9 ( 2 H. slxt. J - 7 . OHZ) 

2. 5 0- 2. 60 ( 2H. m ) 

2. 9 8-3. 08 ( 2H. m ) 

3. 71 (2H. t. J-7. 0Hz) 

6. 89 ( 1 H. d. J-8. 5 H Z ) 

7. 97 (1H. d. J-8. 5 H z ) 

8. 09 (1H. d. J-6. 5 H z ) 

8. 56(1 H. d. J-6. 5 H z ) 

9. 40 (1H, brs) 

10. 5 4 ( 1 H. s ) 

(" 15) NMR (OMSO-de ) d : 

1. 46 (3H, t. J-7. OHZ) 

2. 48-2. 58 (2 H. m) 
2. 8 9-2. 99 ( 2 H. m ) 

4. 35 (2H. q. J-7. OHZ) 
6. 8 1 ( 1 H. s ) 
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8 . 09 ( 1 H. d . J - 6. 4 H z ) 

8 . 13 (1H, s > 

8. 50 (1H. d, J-6. 4Hz) 

9 . 2 6 ( 1 H, s ) 
10. 3 8 ( 1 H. s > 

(* 16) NMR ( OMSO-de ) 8 : 

0. 9 5 (3H, t, J-7. 2HZ) 

1 . 90 (2H. sixt. J-7. 2Hz) 

7. 46-7. 56 ( 2 H. m) 
2. 89 - 2. 99 ( 2H. m > 

4. 24 (2H. t. J-7. 2HZ) 
6 . 8 2 ( 1 H. s ) 

8. 1.3 (1H. d. J-6. 4HZ> 

8 . 1 4 ( 1 H. s ) 

8. 53 (IH.d. J-6. 4 H z ) 

9. 30(1H, s), 10. 38 (1H. s) 
(■ 17) NMR ( Da 0) a : 

2. 45-2. 55 ( 2H. m) 

7. 47 (1H. d, J-6. 2Hz) 

9 . 26 (1H.sK 10. 2 9 ( 1 H. s ) 
(» 20) NMR ( M/7A/*P»»-d ) 3 : 

1 . 43 (3H. d. J-8HZ) 
2. 90-3. 65 ( 3 H m) 
7.25-7.55(2H.m) 
7. 80-9. 30 (4H. m) 
(*21)NMR(DMS0-d e )fl: 

1. 32 (3H. d. J-7HZ) 

2. 20-3. 4 0 <3H. m) 

7. 1 2 (1 H. d. J-8HZ) 

8. 1 0-8. 33 (3H. m) 

8 . 60 ( 1 H. d . J - 7 H z ) 

9 . 3 4 ( 1 H. s ) 

(" 22) NMR (DMSO-de + D2 0) 3 : 
2. 3 1 ( 3 H. S ) 
2. 45-2. 80(2 H.m) 
2.8 0-3. 2 5 ( 2 H. m) 
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2. 8 2- 2. 9 2 ( 2H. m) 

6. 5 7 ( 1 H. s ) « 7 . 9 3 ( 1 H. s ) 
8. 00 (1H. d. J-6. 3 H z ) 

8. 38 (1H. d, J-6. 3 H z ) 

9. 04 ( 1 H. s ) 

("18) NMR (DMSO-d, ) 3 : 
2. 50- 2. 60 ( 2H. m) 
2. 9 5-3. 0 5 ( 2H. m) 

7. 14 (1H. s)> 7. 91 (1H, 8) 

8. 1 6 ( 1 H. d. J-6. 4 H z ) 

8. 60 (1H. d, J-6. 4HZ) 

9. 47 (1H. 8), 10. 55 (1H, 8) 
<" 19). NMR (DMSO-de ). 3 : 

2. 45-2. 55 (2H. m) 

2. 5 9 ( 3 H. s ) 

2. 8 6- 2. 9 6 ( 2H. m) 

6 . 8 6 ( 1 H . 8) , 7. 79 (1H, s) 
7. 99 ( 1 H. d. J-6. 2Hz) 

7 . 8 0 ( 2 H. m) 

7. 9 0-8. 20 ( 1 H. m) 
.8. 4 0-8. 60 ( 1 H. m) 

9 . 1 5 ( 1 H . 5 ) 
(" 23) NMR (02 0)3: 

6. 30 (1 H. d. J-8HZ) 

6. 4 5-7. 1 0 (3H. m) 

7. 30(1 H. d. J-7HZ) 
7. 8 8 ( 1 H. s ) 

7. 85 ( 1 H . d. J-7HZ) 

8. 3 0 ( 1 H. s ) 

(» 24) NMR (DMSO-d, ) 3 : 
2 . 4 5 - 2 . 5 5 ( 2 H . m ) 
2. 9 5- 2. 05 ( 2H. m) 
7. 4 5 ( 1 H. d, J-8. OHz) 
7. 83 (1H. s) 
7. 90 (1H. dd. J - 1 . 8 H z . 
8. OHZ) 
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8 


. 11 ( 1 H, d, J-6 


. 0 n Z ; 




8 


/ ill M 1 C 

. 56 (1 H, a, J-o 


. 5HZ) 




9 


. 41 I 1 H, s) % 10 


• 4 D ( 1 Hi 


s ) 


( * 


25) NMR ( DMS0 - a 


6 ) O . 




2 


r- r- f\ C /nil 

. 55-2. 65 ( 2 H, 


m ) 




3 


. 00-3. 10 ( 2H, 


m ) 




7 


. 22 ( 1 Hi t. J-7 


. 6 H z ) 




7 


f- «* /ill _J ■ -r 

. 51 ( 1 H, a, J-7 


. 6 H z ) 




8 


. 17 ( 1 H, a , J-6 


. 4 H Z ) 




8 


. 21 ( 1 Hi a, J-7 


fi II 7 \ 

. O H Z > 




8 


. 62 ( 1 H, a, J-o 


. 4HZ ) 




9 


. 54 ( 1 H, S ) * 11 


. 5 8 ( 1 H, 


s ) 


( " 


26) NMR ( DM S 0 - d 


e ) o : 




2 


. 4 6- 2. 5 6 ( 2H. 


m) 




2 


. 93-3. 03 ( 2H. 


m) 




3 


. 7 9 ( 3 H. s > 






6 


. 8 0 ( 1 H . d d. J- 
8 . 8Hz) 


2. 4 H z , 





^R|BS63-230G87(26) 
6. 96 ( 1 H. d. J-8. 2HZ ) 

6. 9 0- 7. 00(1 H. brs) 

7. 4 3 ( 1 H, d. J-8. 8HZ ) 
7. 90(1 H. d. J-8. 2 H z ) 

7. 94 (1H. s), 10. 3 1 (1H. s) 
12. 58 (1H. brs) 
(* 27) NMR (COCli : 
2. 60-2. 7 0 ( 2 H . m ) 

2. 98-3. 08 (2H. m) 

3. 93 ( 6H. s) 

6. 8 9 ( 1 H . d. J-8. 3 H z ) 

6. 97(1 H. brs) 

7. 2 8 ( 1 H . brs) 

7. 84 ( 1 H. d. J-8. 3 H z ) 
7. 9 7 ( 1 H. s ) 
11. 3 0(1 H. brs) 
(« 28) NMR (DMSO-de ) 3 : 
2. 50-2. 59 (2H. m) 



2. 99-3. 05 (2H. m) 

7. 06 ( 1 H. d. J-8. 2Hz ) 

8. 10-8. 20 (2H. m) 

9. 0-9. 4 (2H, brs) 

10. 5 0 ( 1 H. s ) 

(*29) NMR (DMSO-de) 5: 
2. 56-2. 66 (2H. m)~ 

2. 90-3. 00 (2H. m) 

3. 37 (3H. s). 4. 15 (3H. s) 
6. 9 2 ( 1 H. s ) 

8. 1 2 ( 1 H. d. J-6. 4HZ ) 
8 . 2 2 ( 1 H . s ) 

8. 53 (1H. d. J-6. 4 H z ) 

9. 29 (1H. brs) 

(»30) NMR (DMSO-de) 5: 
2 . 4 3 ( 3 H . s ) 
2. 50-2. 60 (2H. m) 
2. 90-3. 00 ( 2H, m) 



7. 05(1 H. s), 7. 90(1H. s) 

8. 10 (1H. d. J-6. 4HZ) 

8. 56(1 H. d. J-6. 4Hz) 

9. 4 1 ( 1 H. s ) , 10. 40 ( 1 H. s ) 
(■ 31) NMR ( DMSO-de ) 0 : 

2. 50- 2. 60 ( 2 H. m) 

2. 90-3. 10 (2H. m) 

3. 3 5 ( 2H. brs) 

6. 90-7. 10 (3H. m) 

7. 49 ( 1 H. d, J-8. 8 H z ) 
7. 95 (1H. d. J-8. 8 H z ) 
8 . 0 1 ( 1 H. s ) 

10. 5 2 (1H. brs) 
HJ8IH4 2 

8-757-6- (1H-^?'/(4. 5- 
C)-tfy?V-2--fA/)-3. 4-ftKa 
»^/*^f'Jfl/0. 4 0*»*»H2 OoB^C/ffl 
885181 18* MS., 8 0-9 OWlS*®® 



-800- 



5 0%*8fttl- l J'?A*SaCTpH7~8i: 

77^ - (J8fflag;s>?aa;><*>:;<$/-/1/ 
- 1 0 : 1 ) CTltHft. &SnfclSB*5%J« 
K*J y 9i.*SS3 0 mac DD * , 2ST-2B0R 

0. 20O8-7t^75y-6- (1H--f 

^ dry ( 4 . 5 - c > - tr y ? > - 2 - -f ju ) - 

3. 4 -?fc KOJU/U^^f-y A/£»fc. 
8*j£ 2 8 4~2 8 6"C (#R> 

£ttW43 

6- (1 H--i , 5yy (4, 5 - c ) tf y 2? y 

-2--< JU) - 7-ih*f-3, 



fcfSlBg 63-230687 (27) 
fl^ffl^y-y 3 2 0©i>na^n/ASas{g 
•C, - 3 7*C~- 4 0"ClCT = aft:^a> i . 0 

4 5T3t:T6Riai!)flaU8»Ufc 0 -40 

j'y /jy;uxj7A^n-7 h^??^ - (sajjs: 

? □ D'1»JUA : : *Sfc7>*-.= CrA 

-50:10: 1) CTftSUfc. aaMicj:9 
aKffltO, fc-tSBtSSUT, 58mo©6- 
( 1 H - -f 5$ry (4, 5-c) tr y ? > - 2 - 
•/Jl/) - 7- tKa^j/-3, 4 - 5? e K □ * fl/ 

/-na^y/u- aea«iffc. 

ttjfi 2 9 0TJtt± <#») 
N M R ( D 2 0 ) d : 



2. 45-2. 55 (2H. m) 
2. 82-2. 92 (2H. m) 
6. 5 7 ( 1 H. s ) . 7. 93 ( 1 H. s ) 

8. 0 0 ( 1 H. d, J-6. 3Hz) 
8.38 (1H. d. J-6. 3 H z ) 

9. 04 < 1 H. s) 

6 - ( "vvx-r s.?y-n,- 2 - 

-T/b) -3. 4 -2?C Kn 

* y A/ 5 bo 

7^7 V 13 2ng 

?^}"?A^77l/-h 1 810 

?L « 4 5 mo 

ft 2 0 0 op 

te. : 

S9if5il2 

7- *h*->-6- (1H--f§ 



?>/ ( 4 . 5 - c ) tr y s?>- 2 

- -f A/ ) - 3 . 4-^tKP^jyu 
'1t 2 f- y A/ 5 0 0 no 

f'Jifl/Vifya-il/ 0. 3 g 

: 4 000) 

afc* h y o. 9 o 

#y **5'x*i/>v;i/e , $r > o. 4o 

x^iSHfithy^A o. 1 o 

* =f-A>- A?^> 0 . 18 0 

TO tT/l/-/\*7'S> 0. 02 0 

ftMffijf ft 1 OOaa 

±EA7^>«, X*SffiiS»*hyOA£tf 
a<b^-|>y>A*K)ifb'i/j?58 0XJT±E©3S 
S*tCS»r*. B*Sn.fc®i8£4 O^CST-ftfl] 
U *y x^l>>$mj n-A/Jitf 

/■jty^ + ^if-uvvn/tf^vty^n-h* 
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€ ffl ^ x jasipja t * c t «c * o as u x i 

<aa»aaama»B*> 

ttB8~1 3kg©a«aa«*lCO h/<*lf 
£ — * • * h y>iki« 3 OiO/kg<DSISTBfflB 
fcffl%o«Ricj!M*a. b y OAS 

$1 0 0 0U/kg®8iaT»BKrtfi5»l!Sllil8[5E 
31*, 4>H*»HJr*. a*tt£CftBaatf& 

v*k>. ««(ii*j!)>5»*»nteifliaT 1 o omho© 

SET'!l»3n$. «ito^tt»ai 8-2 7kQ? 
hA*tf * - A/ • * h y OAffl3 Obo/ 

Aai ooou/ko*»«rta40T©<. s« 

■ S*JBP. HM01. 5fiO>E(0. 5-3 
V) . 5Mec©MB«\ S#1 20H©«a«« 

<Djie^ttTasia««af a. aaaaaitaa 

2. 6 - ( 6 - ? a □- 1 H-^ VX-T %9 s f- 
*-2--Y*) -3. 4-9tFn»JI/)l!^ 
=J-*)K> ' 1 *Wtt 

3. 8-rn*-6-(1H--f4 5f»/(4. 5 
-c)eH2?>-2--f*)-3. 4-?t 

Kn***af'j * • 1 aaa • 1 *«a 

5-C)tf',)2?>-2--r*)-3. 4-2? 

5> h **,_ 6 - ( 1 H--f (4. 

5-c ) trv2?>-2--f*) -3. 4-9 

e kd»^*7?'j * ♦ i aaa • 1 *«a 

6. 6- ( 5-* h*f-1 H-^VX-f 54fV 

2-4*.) -3. 4-2?eKO/)*# 
2?-y * • 1 *«» 

7. 6 - ( 1 H - * 5 *V ( 4 . 5 - b ) € V 5 
i?>-2--<A/) -3. 

a*y*« a«a- 3/2*ma 



^BIB363-230G87 (28) 

jiti«aiia©iibRaBsaaa 
jtsffl^tasgts. a^a^RtfKnaatt-rv 
^BSEainctsESUfc. c©fii£<o#a«> 
aata*icj:t)R«cffl^3nTVNs 

(An. J. Physiol. Z±3.. 1 4 59-1 463. 
19 7 0). 

fc. aaaac a§ao»5©a» 
aoafl; («c/») tttatoi/fc, 
«T©.*.fl:^ a * fli6 % t u x « ^ fc «b 

<aafca*> 

I. 8-7§>-6- (1H--f?y»/(4, 5 

-c) try3?>-2--f*)-3. 4-2?t 
>-a»*#>i*-y* 

8. 7-***- 6- ( 1 H--T (4. 5 
-c) tfy2?>-2--f *) -3. 4-2?fc 
Ka**«29-y* • fflKffl • 2/3*«a 

9. l-r)ifJU-7-^h*>-8- (1H--f 
5^V(4. 5-c)t?y27>-2--f*) 
-3. 4-?t h*aa*#>l^y * • SB& 
• 4/3*ffl» 

10. 6- (5-75^-1 H-"C>X-f^*y 
-*-2--f*)-3. 4-9tKD»A'* 

:* f - u * 

II. 7-eKa*»-6-(1H--f5 5f»/ 

(4. 5-c)tryj?>-2--r*)-3. 

4 -2?t: 2? 'J* • BBffl 

12. 7-f QD-6- ( 1 H-4 ( 4. 

5-c) fyi>V- 2--C*) -3. 4-5? 

e Ka/)A/*^f-'J 4/ • BBB • 1*«a 
1 3. 4-***- 6- (1H--f ?y/ (4. 

5-c) try 2?>- 2-**) -3. 4-2? 
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fcKO»A/#2?-yA/»fflffiffl« 1 

14. 8-^^-6- (1H--f?jf (4, 5 
-C) tryj?V-2--fA<) -3. 4-5>t 
Ka*A/#;i?-y A/ • »Bffl ♦ 1/2*ffl«J 

15. 6 - ( 1 H - yy ( 4 . 5 - c) tr y 

?>-2--fAO-3. 4-?CKQ»^* 
2^'JA/ • 1 / 2Wttffl • 3/2*ffifo 

16. 6 - ( 1 H - -f 5 fV ( 4 . 5 - b ) C y 
5?>-2--fA/)-3. 4-f CKQ3!l^* 

a*yA/« ana ♦ 1 / 2*w» 
1 7 . . i - 7 y e - ( 1 h-> 5 ( 4 . 

5-C)tyj?>-2--fA/)-3. 4-5? 

18. 1-If*-6- (1H-<5jr>/(4, 
5-c) f y5?>-2--fA/) -3. 4.-3? 

19. 5-n-7a#*J>-6- 

(4. 5-c) tfy?>-2--f A/) -3. 

25. 3-Xf*-6- (1H--f?^/ (4, 
5-c) f yj?>-2--CA/) -3. 4-5? 
t Ka»ju«2>y * • fflKffl . 1 *fD& 

26. 6 - ( 1 H--S>X-f ?5f'/-A/-2--f 
A/) -3. 4-?fcKaj!)A/#2?-',IA/ 



If Bflna 63-230687 (29) 

4 - i>e Ko»Ji*3^y A/ ♦ fflHtt ♦ 1/ 
2*«fc 

20. 1r(2-7i.?^)-6-(1H--f 
5^/(4, 5-c)t?y*7>-2--fA/) 
-3. 4 -3?e KdA*4(2?y A/ ♦ flRS 
♦ 2*ffl«J 

21. 1 -^>J?A/-6- ( 1 H--C5yy ( 4. 

5- C)tfy?V-2--fA/) 3SA/*^f-y 
A/ 

22. 8--HD-6- (1H--f?Jf'/(4, 
5-c)e , yj?>-2--TA/)-3. 4-5? 
t Ka«A/#>l7-y A/ 

23. 8-7tffl/7$y-6- (1H--f5jf 
V ( 4 . 5-c)try*?>-2--fA/)-3. 

4- ?eKD«^*7fy A/ 

24. 5-*h*2/-6-C1H--< , 5$ry > (4. 

5- C) try?>-2--f AO -3. 4-5? 
fc If naA/tfaf-y A/ • ttHJffl • 1 *W» 



m 3 s 



»No. 


a ¥ m 

(*A/) 


<£>SH©lRJ88Jft: 
(96) 




1 


10n 


3 2. 4 


1. 0 


2 


Itf 


27. 1 


0. 4 


3 


30n 


20. 2 


1. 2 


4 


100n 


1 7. 8 


0. 8 


5 


300n 


23. 1 


0. 4 


6 


1tf 


27. 7 


0. 4 


7 


300n 


107 


0. 9 


8 


1tf 


59. 6 


1. 2 


9 


1# 


44. 2 


2.. 8 


10 


1# 


68. 1 


2. 9 


1 1 


300n 


22. 4 


1. 0 


1 2 


lu 


66. 1 


3. 8 


13 


10n 


21. 9 


1. 0 


14 


10n 


28. 7 


1. 5 


15 


10n 


13. 4 


1. 0 



-803- 



BBBB3 63-230687 (30) 



»No. 


a ^ a 


(%) 




1 6 


300n 


4 7 


0. 8 


1 7 


Mi 


63 


1. 3 


18 


Mi 


61. 2 


2. 5 


19 


Mi 


34 


1. 8 


20 


Mi 


22. 8 


3. 3 


21 


MX 


19. 2 


1. 6 


22 


100n 


26. 2 


0. 5 


23 


1 OOn 


83. 6 


1 . 5 


24 


300n 


42 


1. 7 


25 


10n 


66. 7 


0. 9 


26 


lOOn 


19 


1. 0 



( « ± ) 



ft a a n a ± h 
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